(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 



(19) World Intellectual Property 
Organization 

International Bureau 




(43) International Publication Date (10) International Publication Number 

26 May 2005 (26.05.2005) PCT WO 2005/047457 A2 



(51) International Patent Classification 7 : 



C12N 



(21) International Application Number: 

PCT/IB2004/052294 

(22) International Filing Date: 

4 November 2004 (04.1 1.2004) 



(25) Filing Language: 

(26) Publication Language: 



English 
English 



(30) Priority Data: 

929/CHE/2003 



13 November 2003 (13.11.2003) IN 



(71) Applicant (for all designated States except US): JAWA- 
HARLAL NEHRU CENTRE FOR ADVANCED SCI- 
ENTIFIC RESEARCH [IN/IN]; Jakkur campus, Jakkur 
P.O., Bangalore 560 072 (IN). 

(72) Inventors; and 

(75) Inventors/Applicants (for US only): TAPAS KUMAR, 
Kundu [IN/IN] ; JJ-D1 type quarters, Jawaharlal Nehru 
Centre for Advanced, Scientific Research, Jakkur, Banga- 
lore 560 072 (IN)- BALASUBRAMANYAM, Karanam 



[IN/IN]; 145, Padmalaya, 2ndHmain, 11th Block, II stage, 
Nagarbhavi, Bangalore 560 064 (IN). MANTELINGU, 
Kempegowda [IN/IN]; MAKANAHALLI, Bannur P.O. 
T.N. Pur Taluk, Mysore District 570001 (IN). MOHAM- 
MAD, Altaf [IN/IN]; Punchpora, Biljebehara, Anantnag, 
Anantnag, Jammu and kashmir 192124 (IN). SWAMI- 
NATHAN, Venkatesh [IN/IN]; 8, Lake Range, Flat No. 
1A, Sanskar Apartments, Kolkata 700 029 (IN). RAD- 
HIKA, A Varier [IN/IN]; 12/32.-A, Karthika Nivas, E.B. 
Colony, TVS Nagar, Edayar Palayam P.O., Coimbatore 
641025 (IN). 

(74) Agents: JAGANNATHA, Honnenahalli Manjunatha et 
al.; Flat no.L, Chitrakut annexe, 55/1 A, 4th main, 18th 
Cross, Malleswaram, Bangalore 560 055 (IN). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available): AE, AG, AL, AM, 
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN, 
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI, 
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, 
KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD, 

[Continued on next page] 



(54) Title: POLYISOPRENYL BENZOPHENONES AS INHIBITORS OF HISTONE ACETYL TRANSFERASES AND USES 
THEREOF 




< 

(57) Abstract: In this patent we describe the purification of prenylated benzophenones from the fruit rinds of Garcinia species 
^5 and its evaluation as an inhibitor for Histone acetyltransferases p300 and PCAF. We have found that prenylated benzophenones are 
O potent HAT inhibitors of p300 (IC 50 -luM) and pCAF (IC5o-15uM). The inhibitors significantly repress the p300 HAT dependent 
^ transcriptional activation from in vitro assembled chromatin template but had no effect on transcription from DNA. These results 
^5 su §S est that the compounds could be specific to HATs. Thus these compounds should be useful as biological switching molecule 
5lT for evaluating the role of p300 and PCAF in cellular functions and may be useful as new chemical entities for the development of 

anticancer drugs. 



WO 2005/047457 A2 I III I II II IJI I llll 1 1 lilt lllll II 1 1! Ill III I 111 II III II 



MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, OM, PG, 
PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM, 
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, 

zw. 



(84) Designated States ( unless otherwise indicated, for every 
kind of regional protection available): ARIPO (BW, GH, 
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, 
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), 
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FT, 
FR, GB, GR, HU, IE, IS, IT, LU, MC, NL, PL, PT, RO, SE, 



SI, SK, TR), OAPI (BF, B J, CF, CG, CI, CM, GA, GN, GQ, 
GW, ML, MR, NE, SN, TD, TG). 

Declaration under Rule 4.17: 

— of im>entorship ( Rule 4. 1 7( iv) ) for US only 

Published: 

— without international search report and to be republished 
upon receipt of that report 

For two-letter codes and other abbreviations, refer to the "Guid- 
ance Notes on Codes and Abbreviations" appearing at the begin- 
ning of each regular issue of the PCT Gazette. 



